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im*m 1 1 

(I) : 




R 4 

<y^;wt^)^ft 0 R 2 ItTkmttzli^v ry$:7F-fo R 3 ^.t^R 4 li|W| — itzlt 



JL/° 

R R J 



N 



/ N 



R 5 



R R R 6 R 5 / R N 



R 5 ^ s R 9 

rt'Sr^i-o &&v>j±r 5 «h R 6 trt s — $t Ctot^t v^LTt £ v> 0 R 7 i3i^R 8 
o ) ^^i"o wi, HQ^SiA^IS^-LTR 3 , R 4 t 1 i>iz3c : 
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2/ 



R 1a -SO- 




( 1 ) -t 1/3 + V7, 

(2) n7x3 + v7*, 

(3) /{^fn + yT*, 

(4) a'1/3*-/7, 

(5) f^73*->7*, 

(6) 4- (4-7DD-5- (3-7^tD-4-n j f/7x^Jb) 5^7-^- 
1 - ;u ) y -tf > x )V * > T 5 K\ 

(7) 2- (3, 5-^7HD7i-*) -3- ( (4 -^f^X^*-^) 7x-)l. 
) -2-v^n^>x>- 1 - * >\ 

(8) l -y fr-tu - 4 - (2 - (4->f*^WiA'7i-A') -l-v^D'O-f- 
>- 1 - -f ;u) ^^-tf 

(9) 4- (5- (4-7nn7x-;P) - 3- MJ7^tn^f^-iH-t'7'/-^ 
- l - 'f ;u) ^o-Hf>^;i/^ >75 K\ 

(10) 4- (2 -f-n/- 4 -7x;*t+t'/-*- 5 -4 nO >x;u^>-t 



(11) 4 - (2-^*7-3-7x^^-2, 3-y'tKntHv'-^-4-^b) 

(12) 1- (3, 3-v^-f-^-5- (4-^f)^;l/*;^7i-^ v?n^>? 
-1, 4->'xy-i-^i/) - 4-7;u+n^>-fe*>, 

(13) 4 - (2 - (*->Ft->7xi*) - 4 -t^-fr tfn-;p- l ;u) ^>-tf 
>^^*V7? K, 

(14) Xh'j3*y7\ 

(15) 4, 4-y^fJl'-2-7x;jl'-3- (4-^f J^JWt-Jl/7x-^) > 9 
ay 9 J y, 

(16) 5- (4-^fW^*-^7xX^) - 6-7x;* [1, 3] f77'o [3 
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, 2-b) [1, 2, 4] h'J77-*, 

(17) 4 - (6-7^tn-7-^ Ky-3-h l J7^tD^f;Wvft^n>; 
[4, 3-c] t'7V'-^-l ( 5 H ) — -i )V) ^>-t*>Xf^/7; K> 

(18) 'J37xn> 

(19) 4- [5- (4-*nn-7i-«/) —3 — h ^^tn^f f - i H — tf 7 V— 
)V — \ -4 )V] s<>J£ > X > T 5 K, 

(2 0) N-T-tr^^-4 - [5 - (4-^f^7x-^) - 3 - h 'J 7^tn^f 
1 H - tf v v*- ;i/ - 1 - >f ;u] ^^•t'>XJWt/'7 5 K\ 

(2 1) 4- [5- (4-^f^7i-*) - 3 d n * *)V- l H- tf v v*-/u- l 

(22) 4 - [5 - (4-^f)l'7x-il/) - 3 -> -f-^- 1 H - tf v v*-;u- l - ;u 
] ^>-tr >X >T 5 K> 

(23) 4 - [5 - -3-hU7fl/*D^fA'-lH-lf5'/- 
/u — 1 — f jv] ^>-tf >x;u* > r 5 K\ 

(2 4) 4- [5- (3->fiWi-iH -3-MJ7^tn^f;i/-lH-f7-/- 
)V - \ )V] <x y -tf > x ;i/ * ^ r 5 K\ 

(25) 4- [5- ( 2 - ? n n 7 -3-F'J7^tD^f^-lH-f7 V — 

;u - l - -f ^ > -tf > ^ > T < K\ 

(2 6) 4- [5- ( 3 - * n n 7 - 3 - h U 7 )Vir u * +)V- 1 H - tf 9 V- 

)l<- 1-4)1] -tf > X ;u * > T < K\ 

(2 7) 4 - [5 - (4-^f^7x-)H - 3 - n -7"n tf;u- 1 H- tf v V*-;i/- 1 

— ;u] > -tf > X > 7 5 K> 

(28) 4 - [5- (4-^f^7x-^) - 3-xf ^-lH-t^V'-^-l-^^ 
] ^^-tf >X >T 5 h\ 

(29) 4 - [5- (4-^f*7x^^) -3-^ 77"nt*;V-lH-t'77'-^-l 

— 4 )V] s<>-\£ y x > T 5 K\ 

(3 0) 4 - [5-7x-^-3-h'J7^tn^f ^-lH-t°7V*-^-l-^^] 
^>t*>7;^>75 K> 
(3 1) 4 - [5 - (2-^h + -/7x-;M - 3 - h U y fr*u 1 H- tf 7 v* 

— ;i/ - 1 - -f ;u] ^ ^ -tf y x ;w * y r < K, 

(32) 4 - [5 - (3-^b^r->7i^;w) — 3 — h U "7 ;u cm -f - — l H — tf 7 v* 

— — 1 — f ;u] ^>-b*>x;i/*>7< K, 

(33) 4 - [5 - (4-^^y7i^)H - 3 - h 'J 7;vtn^f ^- 1 H- If 7 7* 

— )V - l - ;u] ^ > -tf > X ;u * > T 5 K\ 

(34) 4 - [5 - (3-7)l/tn7x^^) -3-MJ7)Vtn/f^-lH-t'77' 

— )V - 1 - 4 )v] ^.y-ify x)V*yr < k\ 

(3 5) 4 - [5 - (4-7^tD7x^) - 3 - F U 7^t f JU- 1 H- if 7 7" 

— - \ s< y -tf > x ;u * > r 5 K, 

(3 6) 4- [5- (2-7)l'tD7x;f) — 3 — h 'J 7^ + o>f ^- 1 H — tf 7 V* 

— ;u - 1 - -f ;u] > -tf > x y T 5 K, 

(37) 4 - [5 - (3, 4-y^ Ky7x-^) -3 - f 'J 7;^D^f 1 H- 
tf v V— n/—i—4)V] s< y -tf > x > r 5 K\ 

(3 8) 5- (4-^^^7jl^^) -1- (4->f;i/X)l'*-;l'7x-^) - 3 - h 
'j 7 ;u * n > -f- ;u - 1 H - tf v v*- 



(3 9) 


5 - 


(4->fJl/7x 




- l - 


(4 


- -7 )V n 7 


jn^.;P) 


- 3 




Y')y )Vir 


cm 


- 1 


H- tfv V*->K 


















(4 0) 


5 - 






- 1 - 


(3 


-^D07x 


- 


3 - 


h 


i) 7 )V n 




1 H 




















(4 1) 


5 - 


(4->f;l/7x 




- l - 


(2 


— ^OU7i 




3 - 




1; -7 ;l/ ^- n 



^ -f-fl/- 1 H - tf 5 V-;i/, 
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(4 2) 5- (4-^f^7x-«/) -1- (4-?dd7i-^) -3-h'J7;i/*n 
^f)l/-lH-t'77-;K 

(43) 4- [5- (3, 4-y^f;b7x^;H - 3 - h ■) 7 ;W ir u * + >v - l H - tf 
v V— ;u— 1 - ^ ;u] ^>-tf >x;u*>t 5 F\ 

(44) 4 - [ 5 - ( 3 - tf —3 — MJ7^tD^f*- 1 H — tf 9 v*— ;U — 1 

(4 5) 4- [5 -^■f-rt'- 3 - (4-7*Di7i-*) 4 V^rf V*— )l> — 4 — 4 )V] ^ 

> -tf > x ;u * > r < K , is J: 

(4 6) 5 - ^ 3 - 7 )\>- 4 - ( 4 - ^ f^X — 7 j. — )U) 4v^tv' 

— ;P 

[ISM 4] 

( 1 ) -fcI^=r^r->7\ 
(2) n7x3 + v7, 
( 3 ) ^')l/fn ->"7\ 

(10) 4 - (2 - ^-f-^-4 -7i-HH , /-)l'- 5 — <f ;U) -tf > X > T 

< K\ 

(2 1) 4 - [5 - (4-^f^7x-)H -3-^DD>f;i/-lH-b'7 , /-Jl'-l 

— 'f ;u ] ^ > -tf > x ;u ^ y r 5 K\ 

(22) 4 - [5- (4-^f*7x^)W -3 l H- tfv v*-;u- 1 -'T ;u 
] > -tf > X ;l- > T 5 K\ 

(23) 4 - [5- (2-^f^7x^^) - 3 - h 'J 7)V*u X 1 H- tf 7 V*- 
;u — 1 — ^ ^ > -tf > x ;u * > t 5 K, 

(36) 4- [5- (2-7)^07x-jM — 3 — b 'J7ftD^f ^ - 1 H — tf 7 V* 

— ;u - 1 - -i )U] s<y -tf > x ;u * > T < K\ 

(37) 4 - [5 - (3, 4-y>f+v7x-;W —3 — h'J 7^tn>f^ - 1 H- 

tf 9 v*— fr — 1 —4 fr] y -tf > x >u* > r 5 k\ 

(43) 4 - [5 - (3, 4-^fA'7i-Jl') — 3 — h ') 7 )V U ^ ^f- )]/ — 1 H — tf 
7 v'- 1 - W ^] -~<> -tf > x > r 5 h\ 
(4 4) 4- [5- (3-tf'Jv^) - 3 - h 'J 7>U* a * + )V - 1 H- tf 7 V-fr- 1 

-^^-tf >x;u*>r 5 b\ is J: 
(4 5) 4 - [5-y-^^-3 - (4-7ot7x-)V) 4" 7^t > /-^-4 ^] ^ 

> -tf y x * y t 5 K 

II»*JI5] 

9 >XS7>^v7AiSttKf t^^lPlo 
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[J£#j55-ir] 
[0 0 0 1 ] 

mm, m&m. mm.m, 9^m-r\^M.m<n^<D^m^m^n^ y?9 9 

[0 0 0 2] 

ij ^ A^-v *to<r)*t-f9 4 yt:ii# < O&<7># ? &6o £S^fi-JJt.tt!# i 'b (±, max i 

(BKft^w t^a^n, ct^jf^+n^^-r^ 

.max i -K-^^/i'fcianS-frSffcffifc^aHafKJ: o t\ W*l*fflJEOffi«14£« 

> asm. y-^jHTtbifm mm - m&m&nmBofemifiiMWztiZo 9^mrtansL, m 

[0 0 0 3] 

(«x.ldT, #^m2#BB 0 ) , yy ymm* (Wx.lf, #Sr^ti!ft 3 #fl5 0 ) , g£ 
x - > y ;HfUft§ tit ^ 5 ^If 5 I^iff 

lK4#Mo ) > y7x-;H>'J7v*-;HI$ft 1 $JH„ ) ^> ft* 

ttz, -tl/3 + ->7 (Celecoxib) , /^fn^vt (valdecoxib) ^<7) v y* n + v 
-1*2 ffl##J(±tiH£Mfffl V ^vf^^^iililO^Ji: Ltfv^ntv^ 
^\ y 9' 9 9 y*MiJfri''y&m-§:feK?- J r*)i'fflnmt Ltwll 

[#fF^tK 1 ] HP^C&P^^ 0 0/3 4 2 4 4f;O7V7h 

imttm 2 ] HP^&r^^ 9 6/4 0 6 3 4^71/?F 

It^tf 3] #$2000-351773 

[#^K 4 ] SP^^ 9 8/0 4 1 3 5f/O7U?h 

[#I^M 5 ] #U¥ 9-506350 

[#fr»;6 ] 9-500372 ^ffi 

[0M#1t^:$£ 1] Vt-t^ * ^fr/t^ v- 5 X h »; - (Journal of Med 
icinal Chemistry) , 2 0 0 2^ m 4 5i, p. 2942-2952 

[0 0 0 4 ] 

#f69§«\ n^^r? * yxmiJfc^vAm'g&.KTv^frfflni'pmziiL. m 

ttJIEijf 2003-3080646 
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mm * m-ik-r tz & <r>^m 

[0 0 0 51 

Mtmmzmfe-r & >ta K*$few#^tt»*w*6*>*&*, -> * n * * -> - •** 2 ia« 

[0 0 0 61 

1 . ^ ( 1 ) : 

R 1 



<y^i^;)i/^^f 0 R 2 it7^mitzii^'oyy^7r,ir 0 r 3 £>J:0<'r 4 ii [wi — - tfzit 



(s£(£> R 5 (i^ny^ 7^4;uJ^(±An7^ + ;^^t 0 R 6 (±7klf£ ^{±T^ + 
o ) £7^1" o &&^fi> gtQ tJtA^IS-g-L-CR 3 , R 4 tti,^: 



(5£f> X(±^^^-S ^(imS^T-^^L, R 3 . R 4 iScfc^R 5 (±itj|Ei:[5]^^*^ 
o ) lZ±tO$tZtiZ>ffi£m*fcJ&LXi> £is" 0 ] 

[0 0 0 7J 

2. ^(ii): 
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3/ 



R 2 

R 1a -S0 2 ^^ 



R 3 — Ka' 




R 4 




R 6, R 



N 



/Si 



i N 




(SR+x R 5 li^ny^, 7)^^i/:IJA07i^)^^to R 6 t±7k^£ tzit 7 )\<* 
^ZttsITo &&v>(±r 5 tR 6 i:7) ? -^i:^oTt + v*^LtU^o ) £^i"o ] K 

[0 0 0 8] 

3. (i) - (4 6) ^^atfftsfb^i^ti-e-oiiiiii^sn^ifi^w 

[0 0 0 91 

4. f£5E-i-& ( 1 ) - (3) , (10), (21) - (2 3) , (36), (3 7) i3 
XV (4 3) - (4 5) frhMtfti&ik&®ttzl±*<n&m±Wfm2ti2>t£i&1tol&ftt 

[00 10] 

5. mmtfzi*m&m^ffiztzmtimmx*$>z>mt?. 1 - 4 izum<w%u>r? ? 

M il )l v * AlS^ti K * * fl/ HlPjio 

[0 0 1 1 1 

^^O^xjjJ&^Mt^tl, 4 - 6 MJt£^U fOigf^fiIt"2o©6l 
[00121 

r 1 „ r 2 x r 3 teXVR 5 iz&ifz>^tiy> tit. y?m, ^i?> B^m*7F 

)Vi)^lf hfl, Mtfe&JlZltX* )VK)V* — )V^ X.^-)\,7.)\,* — )Vtj:t*rfW>lfbn. t^tU 

R 1 IZtelf&T friJ J 4 JUT 5 S 7.)\<*-)\,t LT(i, tfflxjf £t?5l$[ 2 - 4 1@<7> T ;U # 
y ^^7 5 z^;!/*-^^ Ift)fi, H 11 7 -t f 7 ? / ^ * - -?u\£jr=- 

;VT5 y — ;nfc^7Wlf ibfL^o $ fcKiS&TA/* y -Our* ySBii7;u# 0#J^ 
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R 3 , R 4 , R 5 , R 6 1 a tc£tt£7;u*;i/£ LTl*. Wili'j^ttl - 4 

o 

R 3 jo <£ R 4 Iztilf&T )ia*'>tLXli. #ij x. l£ BtmWn 1 - 4 j@0 T ;u n * -> 

JlAioi^A' tCjo(t^->^nT;P^> t LT(4, ^Jxii'jRtt3-7ilOy^n7 
>75 ? ^tfib^L, ^#:fi<JtC(± v y y > n -> ? n^^-»f > & t'i)^fh ft, > 9 n 

R 5 i-istt^^n r^^r^t LTii, 1?iJ;U4'|7tl?ifc l - 4\®<n^UT )V*)V-h^\i hft 

R 9 tzjolt**^*^vT^^;i.t LTii, 158;LJ4#tf5tt$[ 1 - 41@<7)# >m*~>T)i<* 
)V tfWzif hft, MfoM K (± * ;u # + -> y -f- n/ ifbft&o 

R 1 a tzjstt^T^^ y -f ;wr 5 y £ LT(i, ^Jx(i^*^:2 - 4 jic7)7^# y -< )vr 
< y frigifbti. Mcit^^iiT-t^-^r < j „ 7°n t: t-;uT 5 y %t'&mfbft&o £ 

[0013] 

**WO*S»JfSfi"C*>*ffc^'» (1) - (18) 14, TfaSEU3«fcU f #E2<7>8|ji£#L 
[0014] 
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5/ 



[HI] 



R 1 




<fc^&> No. 


R 1 


R 2 


R 3 


R 4 




J* A 


(1) 


4-S0 2 NH 2 


H 


4-CH3 


H 








(2) 


4-S0 2 CH 3 


H 


H 


H 


0 




(3) 

IV/ 


4-S0 2 NH 3 


H 


H 


H 


CH 3 




(4) 


4-S0 2 N(Na)COEt 


H 


H 


H 


X 


So 




(5) 


4-S02NH 2 


3-F 


H 


H 


II >-CH3 


5> {7 a -s^ 


(6) 


4-SOaNHa 


H 


4-OCH 3 


3-F 


>> 

a 




(7) 


4-S0 2 CH 3 


H 


3-F 


5-F 


O 




(8) 


4-S0 2 CH 3 


H 


4-F 


H 


X> 




(9) 


4-S02NH 2 


H 


4-CI 


H 







[0 0 15] 
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6/ 



[*2] 




it&W No. 


R 1 


' R 2 


R 3 


R 4 


If Q 


A 


(10) 


4-S0 2 NH 2 


H 


H 


H 


y >-ch 3 

/~n 




(11) 


4-S0 2 NH 2 


H 


H 


H 




37 a: ~ )\, 


(12) 


4-SO2CH3 


H 


4-F 


H 






(13) 


4-S0 2 NH 2 


H 


4-OCH3 


H 






(14) 


4-S0 2 CH 3 


H 


4-CH3 


H 




3 — tr 'j 


(15) 


4-S0 2 CH 3 


H 


H 


H 


CH3 




(16) 


4-SO2CH3 


H 


H 


H 


N 


77 a: r. ^ 


(17) 


4-SO2NH2 


H 


4-OCH 3 


5-F 




(18) 


4-CI 


H 


H 


H 


^-COOH 


^x -Jlx 



[0016] 

-fb^ (l) - (18) H\ ^nwJaTo&«uiE«o»3S^rftufieoTt!ljti--6c: 

( 1 ) Sflg&RIft 9 5/15316 ■f-z-C > 7 U y h (#S¥ 9-506350 , 
(2) mV££ffl%i9 5/0 0 5 0 V-y Y 9 - 5 0 0 3 7 2 #£$&) , 

( 3 ) mm&mm 97/38986 -t/^ yyUy V mm. 2000-509029 
) > 

(4 ) mm&fflm9 6/2540 5-fv?>7 i-y i> mm^ 1 1-50372 2^-^hd 



( 5 ) mm&fflgi 9 6/ 1 9 4 6 3 ^ > 7 V v Y mmW- 9 - 5 2 8 8 2 -§-£#) . 
( 6 ) mm^mm 0 0/2 3 4 2 6^^7U^ (#SE 2002-527508 ^&$f 
) . 

( 7 ) m-\mwtam/^mm 8 63134 ^wmw 10-251220 , 

( 8 ) SRt&flMft 9 5/1 1 8 8 3f/07l/7 h 9-504288 

( 9 ) m^&mm 9 5 / 1 5 3 1 6 ^ y-?v-y \ (#*^p 9-506350 

(10) @|££t|3!$9 7/2 9 7 7 6 > 7 U y b (#ft 2 000-50472 3 
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7/ 



(11) mm y £ffl%9 9/ 1 4 2 0 5^071/ y h (#fE2 0 0 1 - 5 1 6 7 5 0-^& 
IS) , 

(12) mi%<£ffl%i 95/30656 ^r/< > 7 V v h , 

d3) mmmmm&fflm 799823 -^*h# mrn^f 9-323971 ^-&«) , 

(14) mm^mm 9 8/0 3 4 8 4^O7U7h 1 1 - 5 1 4 0 0 8 

) „ 

(15) Hl^&ra^ 97/36863 J %'*>7 V v h 2000-510444 
«) , 

(16) 9 6/0 9 3 0 4 7 V v Y , 

(17) HI^&P*m9 6/4 1 6 2 6^71' * h (tf^ 1 ? 1 1 - 5 0 7 6 7 0 
) , 

(18) If PB¥ 3-141261 Ijr&m 
[0 0 17] 

ttz, ^ (I) toXVK (I I) <7)<b^{±, ±Eft«IEIROKji*i*Ui*Si:"C»jt-*- 
Sit rt*t? § 3 o 0| x. (i\ TIE-fL-n^J (19) - (46) 7&*Kii Zfrfz 0 
[0 0 18] 
1^3] 

R 1 

R 3 — i^J 



No. ! 


R 2 


R 3 


R 4 


*5Q \ JSA 




(19) 


I 

4-S02NH 2 


H 


4-CI 


H 




MS-APCI (m/z): 
402(M+H) + 


(20) 


4-S0 2 NHCOCH 3 


H 


4-CH 3 


H 




! 


MS-APCI (m/z): 
424(M+H) + 


(21) 


4-S0 2 NH 2 


H 


4-CH3 


H 






MS APCI (m/z): 
362/364(M+H)* 


(22) 


4-S0 2 NH 2 


H 


4-CH3 


H 




7IZJ1/ 


MS APCI (m/z): 
328(M+H) + 


(23) 


4-S0 2 NH 2 


H 


2-CH 3 


H 


^CF 3 


7n;b 


MS-APCI (m/z): 
382(M+H) + 


(24) 


4-SC>2NH 2 


H 


3-CH3 


H 




7 JU-JU 


MS APCI (m/z): 
382(M+H) + 


(25) 


4-S02NH 2 


H 


2-CI 


H 


v m -N 


7i -JJ, 


MS APCI (m/z): 
402/404(M+H) + 


(26) 


4-S02NH 2 


H 


3-CI 


H 


>^ CF3 


7H* 
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